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Solid-phase synthesis
• A novel bipyridyl amino acid and its related Fmoc and Boc-protected derivatives
have been prepared and used in the solid-phase synthesis of peptides containing
high-affinity bidentate metal-binding modules (Bishop et al., Tetrahedron, 2000,
56(27), 4629-4638).
• Substituted imidazoles have been prepared from 1,2-dicarbonyl compounds,
aldehydes and amines on acidic alumina using microwave-assisted solvent-free
synthesis. (Usyatinsky and Khmelnitsky, Tetrahedron Lett., 2000, 41(26), 5031-
5034).
• 1,3-Oxadiazoles have been prepared on solid support using a DDQ oxidation to
generate the final products in solution (Oh et al., Tetrahedron Lett., 2000, 41(26),
5069-5072).
• The cyclic antibacterial peptide Kawaguchipeptin B has been prepared on 11
different divinylbenzene cross-linked polystyrene resins and results demonstrate
that synthetic efficiency increases with resin cross-linking (Rana et al., Tetrahedron
Lett., 2000, 41(26), 5135-5139).
• A simple preparation of immobilized glyoxylic acid where the acid group is linked
through either an amide or ester to Wang resin has been reported as a source of
aldehyde inputs for library synthesis (Schlienger et al., Tetrahedron Lett., 2000,
41(26), 5147-5150).
• A solid-phase route to substituted 7-azabenzimidazoles suitable for combinatorial
library synthesis has been developed (Farrant and Rahman, Tetrahedron Lett.,
2000, 41(28), 5383-5386).
• 2-Aminomethybenzimidazoles have been prepared on solid-phase using a route that
commences with resin-bound 4-fluoro-3-nitrobenzoic acid (Kilburn et al.,
Tetrahedron Lett., 2000, 41(28), 5419-5421).
• Various solid-phase strategies for the synthesis of libraries based on Nα-benzyl-Nα-
cinnamyl lysine and glutamic acid derivatives have been disclosed (Connolly et al.,
Tetrahedron Lett., 2000, 41(27), 5187-5191).
• New selenium-containing acetylenic retinoids have been synthesised by the copper
assisted reaction of selenyl bromides with Wang-resin bound alkynes (Gendre and
Diaz, Tetrahedron Lett., 2000, 41(27), 5193-5197).
• A solid-phase strategy for the synthesis of [18F] labelled peptides for positron-
emission tomography has been developed (Sutcliffe-Goulden et al., Bioorg. &
Med. Chem. Lett., 2000, 10(14), 1501-1503). The method relies on the HATU-
catalysed acylation of the peptide with 4-[18F] labelled fluorobenzoic acid.
• Peptide mimetics have been synthesised through the use of the boronic acid
Mannich reaction (Petasis reaction) on solid-phase (Klopfenstein et al.,
Tetrahedron Lett., 2000, 41(25), 4835-4839). The same group has demonstrated
how this chemistry can be used in the production of a library of peptide β-turn
mimetics (Golebiowski et al., Tetrahedron Lett., 2000, 41(25), 4841-4844).
• An efficient method for the preparation of mono-, di- and triureas from solid-
supported monoamines, diamines and triamines has been described (Nefzi et al.,
Tetrahedron Lett., 2000, 41(29), 5441-5446).
• Highly substituted furan derivatives have been prepared on solid-phase using a
versatile route the employs a furyl zincate scaffold (Han et al., Tetrahedron Lett.,
2000, 41(29), 5447-5451).
Linkers
• A thermally-cleavable safety-catch linker based on the sulphoxide/selenoxide syn
elimination has been developed (Russell et al., Tetrahedron Lett., 2000, 41(27),
5287-5290).
• The traceless cleavage of Rink amide resin by conversion to the thioamide and
reaction with α-bromoketones has been used to prepare thiazoles (Pons et al.,
Tetrahedron Lett., 2000, 41(25), 4965-4968).
• Solid-supported esters have been converted to enol ethers using a titanocene
alkylidene and have subsequently generated ketones (Guthrie et al., Tetrahedron
Lett., 2000, 41(25), 4987-4990).
Solid-phase reagents
• A simple reagent system using DBU in the presence of polymer-supported thiol for
the deprotection of Fmoc-protected amines in solution has been developed
(Sheppeck et al., Tetrahedron Lett., 2000, 41(28), 5329-5333).
Library applications
• A combined solid-phase and solution-phase route has been used to permit the
diversification of three subsites of the HIV protease inhibitor, indinavir (Rano et
al., Bioorg. & Med. Chem. Lett., 2000, 10(14), 1527-1530)
• Solution-phase parallel synthesis has been employed in the preparation of a number
of N-(1-phenylethyl)-5-phenyl-imidazole-2-amines which were subsequently
evaluated for Na+/K+ ATPase inhibition (Blass et al., Bioorg. & Med. Chem. Lett.,
2000, 10(14), 1543-1545).
• A resin-bound diol has been used as a protecting group for boronic acids and used
in the preparation of potent inhibitors of the hepatitis C virus S3 proteinase
(Dunsdon et al., Bioorg. & Med. Chem. Lett., 2000, 10(14), 1577-1579).
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